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PURPOSE:To simply obtain the title bile acid of high purity by reaction of taurine with a bile acid followed by 
removing the organic solvent or unreacted raw materials and then by injecting the resulting aqueous solution 
into a column packed with e.g. ODS silica gel followed by elution with e.g. an organic solvent 
CONSTITUTION: A bile acid of formula I (R<1> to R<4> are each H, alpha- or beta-hydroxyl group which may 
carry a protecting group, or ketone) is reacted with taurine, and a liquor after reaction is feed from the organic 
solvent or unreacted raw materials, and the resulting aqueous solution is injected into a column packed with 
2-20 times (v/w) reverse-phase synthetic resin or ODS silica gel based on the taurine-conjugation-type bile 
acid followed by elution with a water-soluble organic solvent (e.g. methanol) singly or its mixture with water, 
thus obtaining the objective compound of formula II (X is H or alkali metal). 
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AB T*urin*-con3u9*t«d cholic Jcid derivs. |1> - H, (protected) OH, 

oxo/ 

X - K, alk. Mtal], useful as hypolipeouc a9ent9 and Ca-absorption 
accelerators (no data), ware purified on coluan chro«Mt09. by alution 

VI th 

or), solvents or org. BOlvent aixt. vith K20. Et2N was added to a 

soln. 

of ursodeoxycholic acid in dioxolane vith stirring, ClC02E( was added 

at 

lO.defrae.. followed by a aoin. of taurine in IN NaOH with stirring, 

the 

solvent waa distd. in vacuo, til. KCl was added to pH 6, eictd. with 



the aq. phaae waa treated with NaCH and diatd. in vacuo, the aq. phase 

then Mde neutral with dil. HCl and eluted on reveraa-phase synthetic 
resins HP-21 with 50% HeOH to give 81.9% I (Rl - .alpha. -OR, R2 - R4 

' H, 

R2 - .beta. -OH, X - Na) of >99.9% purity. 
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AB The title eoB^plns. comprise (1) a pharnaceutically active substance, 
e.g. a 

polypeptide! (2) a biocoapatibla steroid I [dashed line - single or 
double 

bond* D - group with okiI. vt. <600 daltens which renders I water sol. 



at 



OH, 



pH 2>12f E, G - OAc. OH, lower (h«tero)alkyli V - QAc, Rl 0, V, X - 

The 



H]i and (3) a biocoapatibla (hydro/fluoro) carbon propellent, 
steroid 

contains 2-3 polar functions exclusive of D and is capable of 
increasing 

the perneation of a hunan or aniaal oKJCoaal surface by a 
pha raaceu ti cal ly 

active substance. The propellent comprises e.g. .gtoreq.l 
f luoroearbon 

CnHxClyFz (n - 1«4: x , y, z are such that x ♦ y ♦ z- 2n*2, 
y«z.gtoreq.2, 

and z > 0) . Thus, an aerosol fornulation was prepd. contg. Zn 
insulin, Na 

tauro-24,25-dihydrofusidate. CC13F, and CC12r2. When the compn. was 
adnintstercd intranasally to sheep, there was a 2.3 fold increase in 
bioavailability as coopared to control forsajlation. 
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H2f— CH2-C5 
C(0)-G4 




Gl ■ • OCOHe 
G2 - OCOHe 
64 • 40 



CH2-CH2-SO3H 

G5 - 36 



HPL: claim 1 
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